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1. A method for increasing the systemic exposure of cells selected from tumor cells 
and normal cells to an orally administered pharmaceutical^ active compound, 
wherein a bioenhancer comprising an inhibitor of BCRP is orally administered 
concomitantly with said orally administered pharmaceutical^ active compound. 

2. Method according to claim 1, wherein the inhibitor is administered simultaneously 
with the pharmaceutical compound. 

Method according to claim 1 or claim 2, wherein the cells are normal^ 
Method according to any of the preceding claims, wkereln the inhibitor is a 
selective inhibitor of BCRP. 
5. Method according to any of the raec€clirig claims, wherein the inhibitor is selected 
from acridine derivati^sT^quinoline derivatives, isoquinoline derivatives and 
combinations 

15 6. Method aecTording to any of the preceding claims, wherein the inhibitor is 
GF12€m8, XR9051 or XR 9576. 

7. Method according to any of the preceding claims, wherein the bioenhancer is a 
ycotoxin. 

8. Method according to claim 7, wherein the mycotoxin is fumitremorgin C. 
~2&-^9. Method according to any of the preceding claims, wherein the bioenhancervha^ 

higher affinity for BCRP than for P-gp. 

10. Method according to any of the preceding^lgjjasr^herein the bioenhancer has a 
higher affinity for BCRP thanfQi 

11. Method according^te^nyone of the preceding claims, wherein the bioenhancer 
25 inMbk^Kinding of ATP to a BCRP mediated and/or related drug transport protein. 

12. Method according to claim 11, wherein the protein is BCRP. 

1 Method according to any of the preceding claims, wherein the pharmaceutic 
active compound is selected fromJhe_£EQ^^ 

derivatives, cagBXtothecilT^envatives, anthraquinone derivatives and quinazoline 
30 detreStives. 

14. Method according to claim 13, wherein the pharmaceutical^ active compound is an 
indolizino-quinoline derivative. 
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15. Method according to claim 13, wherein the pharmaceutical^ active compound is a 
camptothecin derivative. 

16. Method according to claim 15, wherein the pharmaceutically active compound is 
selected from the group consisting of topotecan, GG211, DX8951f, BNP1350, 9- 

5 aminocamptothecin, 9-nitrocamptothecin, CPT1 1 and any metabolites thereof. 

17. Method according to claim 16, wherein the metabolite is SN38. 

18. Method according to claim 13, wherein the pharmaceutically active compound is an 
anthraquinone derivative. 

19. Method according to claim 18, wherein the pharmaceutically active compound is 
E3 io mitoxantrone. 

£ 20. Method according to claim 13, wherein the pharmaceutically active compound is a 

^ quinazoline derivative. 

S 21 Method according to claim 20, wherein the pharmaceutically active compound is 

CO 

yj prazosin. 

3 15 22. Pharmaceutical composition comprising a bioenhancer and a pharmaceutically 
M active compound, said bioenhancer comprising an inhibitor of BCRP and said 

Jp pharmaceutically active compound being selected from the group consisting of 

Q indolizino-quinoline derivatives, camptothecin derivatives, anthraquinone 

i derivatives and quinazoline derivatives. 

2tT^23. Use of a pharmaceutically active compound in combination with a bioenhancer 

defined in any of the preceding claims as active ingredients in the prepar^tkm of a 
pharmaceutical composition for oral delivery of the phanp^utically active 
compound, said pharmaceutical composition providjAg^ increased systemic 
exposure of cells selected from tumor cells and normal cells to said 
25 pharmaceutically active compounder comparison to a corresponding 

pharmaceutical composition in^drfch said bioenhancer is absent. 

24. Use of a pharmaceutica^active compound in combination with a bioenhancer as 
defined in any of>h£preceding claims as active ingredients in the preparation of a 
phaimaceutidal composition for oral delivery of the pharmaceutically active 

30 comr*fund, said pharmaceutical composition providing an increased reversal of 

dj^ig resistance in human and animal disorders related to overexpression of BCRP. 

25. Animal having inactive BCRP and/or being free of BCRP. 
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,H useful for increasing bioava.lability of an 
26 . A mefcou of screening for a compos, us f ^ ^ BCRp 

ac^inisiered drug ,n a J a ^ compound for 

re,a t eoor m e to ,eaarug — s ^ ^ ^ such 

in hibition of transport by BCKr gastrointestinal tract. ■ 

inhibition, in particular ^ ng ^^^ 
27. Use of a couwomdj^^ 

tl0 n — preforably a numa n BCRP, as 

2 , Use of a monoclonal anybody specie ^ ^ 

broenhancermapharmac^^^ ^ & ^ fof 

10 29 . Use of an animal according to clam, ^ & ^ ^ ^ 

« —7 and/or mediated drug transport system by 

being transported via the BCRP ^ BCRp and selectmg a 

assaying a candidate compound for mhibr .^.^ ^ ^ 

com pound exhibiting such inhibition, m particular 
15 gu t or gastrointestinal tract. 



